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ftax iJRSB WZM 
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[71]*«A . H • NtttJEl&#R£3 








[72]X<HA H-ftfttt H-RT4*£ 




r • 









[57]«« 

2 - *Jf[c] $« fflg^ift^ 4 - 

mmsmto* xi 4tettRPM« iv «s^* ,s* 




*L M & £ * 




IV4fc^, 



a)&i&$L$LM NH 2 , & C 1H5 



HOOC. 





b) c H ^1., 3LS-, c M *MUfc, 

* 

ii) #*. iV4fc^4fr#4fc#;MLtf3. vsbJfe 




3. flLJHt*)**- 2 IV 4t&to$ S0Cl 2 iMUbJ* 

5. *M&*uN-*-#. 2 tf^Sir, *t< IV fc&th* P0C1 3 *»&.T1£ 

6. l *#4t*-f, £ iv4fc.^# 



7. «L*;fcfl*4U *#4**-f, <IV4b^**#ifcA 

8. fj^«L**«**, 



-5 JfcjM>J*»3. H 2 N-S0 2 -R ib*%fkm$L$. t & t R A: 
d)#&*UMW NH2, 4 C M 





HOOC. 




10. #*Mfr;M>J^£ 1-8 &-mtf*&!kj*tt&%&&l&1k$-* 



11. -#!§4frM^, *##.J*k*l** 10 #>&^£tf&SlL-g- 



# l- [3- (~ f ft 
^-]-i-(4-|i.^)-i,3-^i u -5-^^#^ 1 f^^^*, ***** 



t*^** 5-|tfclfe(5-jfe*.fclt; 5-HT)-if*MHH 

#J:fe» J. Hyttel Prog. Neuro-Psychopharmacol. & Biol. 
Psychiat. 1982, 6, 277-295 ^» A. Gravem Acta Psychiatr. Scand. 
1987, 75, 478-486. & EP-A- 474580 tSt— iMHf'T-fctetf 

US 4136193 ftj&ti DE 2657013 t "f *.4HfT *lt^:£. & 
T, tiM l-(4ri.«t)-l,3-— i.-5-*^#*"*V*^ 3-(N,N-^ 




£ US 4650884 T#J&fc6fc-g-:£##rtf * 4vUs^r#;5-ft 



&£4MIL *5-M.-2-^#Co]*nlll#*. 

^§^t^" WO98019511. W098019512 W098019513 t y >^T& 
£;Fft. W098019512 W098019513 &M*&t 5-&&s 5-*fefL£- 

5- at -2-*# Cc] watfr « «* fe&JLM , 

JUMfe-Hfr, *f, *M-£. «l**iNt# W098019511 4HfT*J* 
« ** * ft* * ft , * t (4rJM*-2- j&£ f (4-fc**.) f 

^#i£#«3fiL,&, 6-*Att l-(4-|L^)-l,3--iL^^# 

*J&, &US4943590 t^frT434H&Bt*:£ft***tf*#-tt:fr*. 




Rib, ;ML9l^*#fl^*I#*iMN£fl3r*, 




HOOC. 




HOOC, 




IV it&%/3%fiL*%)*>& H 2 N-S0 2 -R ¥j*$&&j6LM,$rf R 

b) &&, C,_ 4 &|L&, ifcf *, 

c) C,_ 4 ft*, Hft. ( &&, C,_ 4 fcfcfLg-, ^-fl¥*, 
ii) IV 4fc<H(r*Mfc##l4***. V &Jl£ 




#3. IV 5H§t£-^£#4Hfc#£ V &J£#il>&T#&i££ VI 




♦ ^Jt-CiH-***. * 
&lfp&&, #JUMl*M, ftM^ATM, 

*4Ut^ATM, **ifcM., 



HOOC. 




ft***.. J*? £*&&* i(HM*itJL .s.|l&afcJUl.5.|l?* 
&£»jfcA*Mfl*».s.&*, —'Pi.*.*. **4F*.3t#. 

3607884 2630927 f *pi&it*t*— 



4^*-^^^ H2N-S0 2 -R £ t R 

a)#&# JMW NH 2 , ^ C,_ 6 ^;^, 

£S0C1 2 , POCI3, PC1 5 , SOBr 2 , POBr 3 , PBr 5 , SOI 2 , POI 3 , PI 5 , P 4 0 10 , 





4£8fe»JL $$L&^-^*&fa Vilsmeier 

&S0C1 2 4 P0C1 3 . Vilsmerier^#Jiiit^N,N-^V*f ftftOWF) 
^J^pDMF/S0C1 2 ^DMF/P0C1 3 . 

l-i5&, 2-ftl-, 1-T4, 2-T 
2-Tl--2-^S, 2,2-~¥&-l-6;M* 2-*P&-l-»5&. 

ft 1MB ft. ft, 

i) t. -#T*tf^#lMi*fliLA*tabtX IV 
H 2 N-S0 2 -R iUft, £j&-JLjfct. 

H 2 N-S0 2 -R H 2 N-S0 2 -NH 2 . 

#3--^ t> IV 4fc^#£#4fc&fcSfc-£ ^ 

#1181, 

*.n*4Mfc, #J©&, ttftflfc, ^ 



1 

^IL^^t.T, ^N.N.N'.N'-^f J-t,^J&(2.2ml, 1. 7g, Hmmol) 
^f'J^#t^ 5-|lL-2-^#[c]^^ ( l.Og, 5.7mmol) 
THF(20ml)t«4**«y*«-t. **»J*f.:M.fc4fc*(*.*& 0.5M)*>& 
0. 125M)£ THF(;*L# 60nl) t ^^i^J&^T 5-jStS--2-^ 
#[c]**IWIi. 3-(N,N-~ THF/ 

2M, 15ml) f ti**.:MMr£&ti tw***. * 
h*ft #*B^«^*.ifc**-*«.(2»l)*' 

*(20«l)fc«, #&#*&fc(10M)# PH 4MBf 4 6. A 
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E?LC S-f%M&um%ifi&J$L&&(>90%&fiL, HPLC 

^^^-UV220nm). 10M)# pH &t%1>$>)<-1 

(>80%&&, HPLC*ffc#-UV220nm). 
2 

(4-*.**.) "I " (3-~ f « -1 , 3-~ 

# 5-**-i-(4-i,tt)-l-(3--T &H&ft&)-l, 3-^fL-#£ 

*HWl(5g f 0.015mol)jMfc8tJ»(1.65g, 0. 0l7mol)i£1^T#,(l5ml) 
t- ££ST*»AlMfcSfelL(2.25g, 0.019mol), #iL£&^4fr#fi 
A4-J.130C4Mt2*IJ'. #Jl£*6»#)HP*l 75X3, ^A* (25ml) . 

75TC^# 15 ^Mt, *J&#iL^*^#^J8£ji. 
pH^f^, &J&>AJEjU£;(75ml). S^J. 70^, ^&&#->E.£ 

3.77g. *j*.(HPLC*M 

$0>97%. 

3 

5-JUk-l- (4-*.**) -l-(3-^- f ^ *-) -1 , 3-~ 

****** ( fU) 

#>*|l**.*4b«t<*.tf 0. SO 0.125M)£ THF t 
j^&jfc^J^^^tt 5-M-2-|:^[c]i^S (57mmol) 
N, N, N', N'-W f 6 (144mmol) £ THF (200ml) t # & # t 
jfcU*-iMnSiH- 2-£#[c]*nfeSJ*N£-. S-CN.N-^f^ 
&)ft&&K&#J&%L(M 2M, £ THF/Jt&t):M*##££<Klt 
(3]4M»]£-. M 5^#^Btf5I^^f #8fciU228iiimol)1^&&iL,&t. 30 

;fcA DMF(5ml), 10 P0C1 3 (228mmol) 

;|*#;afc&l*j£t, *#*^#«# 2 *8t. $ 15 ^BtN^^^T& 
Jfe(285mmol), #»^###i£&. DMF(5ml), 1 *Btfl 

jfcin P0C1 3 (2. 3mol). 4£^#r4£#i±4L. & J& & IsT & 1 'Mfr. # 
&^&£^/*>S-t>MP. 1 * tftflfrffl (200ml) -fit 
&il£t. (25%w/v)A4fcl. pH>9. ;fr*A<p;£ 



(100ml), &£itfei&frto. 

/*9.2g. *Jt(HPLC*«*)>90%. 
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